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^ 1 —4 tiT VNT * <fc v^r U b < n 

2 ] 

^ 1 ~4 M(DST'gSI3 tlT VAT =b J: Vn:^ :75^;i/S=fe> b < tiHillcgglS tiT v^ 

N--7 3c^;i/:*;i/7t^>r;vS=bb<tt^-CONH (CHg) pS (O 
) q RjQ^fcttCONH (CHg)^ N R^jRj2'^^$tl'5S*^e>^«tl<&* (aS: 

r;V^)V7 3L—JimX&^) pJiO~4®^|S[, qttO~2®Mf!t, r 

3) Rj5T*@fil$tiTV>T=feJ;VN^JKr;i/=^;i/»'efey ; Ri^ltitj;V:^^iy}V 

^v>ii. Rg3J3J:OfRgbttlM^iC'|gjgtr;i/=¥>n/S-e^s, 

2 la^CD^fc-^ig? X ^ ODigo 
Cm3^^4] 

Rgafe«l:i;Rgl,®-:«rA^;!K^M^. m:&itiij JU:^^Zy/vm. i&mr A^^^i^itJ )h 
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- [lt-*-:«-5-] 

4- ( 6 □ D:^:7^ 2 ->r;i/:^;^3i^— - 6 -a: h:^S/:;?J;l/;^- 

;I/-l- [1- (4 -try tf/^^u s^>-4 --r;i/>i^;i/] tf/>i^i;>-2 
; 6 -:;?j;i/3K^2/- 4 - ( 6 - ^ n n:^7 ^ 2 ->r ;i/>^;i/3Jnzi;i/) 
-1- [1- (4-true^';b) fcf^u e^^>-4 --r;i/>i^;i/] fcr^^s^>-2- 
:^>; 4 - (6-^D^-^:7^ 2 ->r;i/:3;.;i/jjx-;i/) - 6-t:Kn^i/:3t 
1 - [1- tr^u t;?>-4 ->f;i/:>i^;i/] fcr/<^i;>- 

2-:t>;4 - CB-^uu-^yH uy- 2 jv:;k;VjH—jv) - 6-:^ h^iy 
^^;i/-i- [1- (4 -try ^>-4.--f y^^^py 

-2-:t>; 6 -T-fe l-=3p$/ji^;i/-4 - ( 6 - n n-^:7t$? 2 --f 
;i/:Jn-;i/) - i- [i- ( 4 - fcf y i^vi/) tr^ye^^>-4 — r;i/>i^;i/] tr^^ 
i^'>-2-;*-> ; 4- [ (E) - 4 - ^ n nx^ y 
s/55;;i/^^;i/- 1 - [i- (4-tryi;?;b) if^vvy- 4 ->( ;v:fi'^}vl tr^ 
^$^^-2-:t>; 6 -:!tj;i//K^i/-4 - [ (E) - 4 - tjr n n y 
— -1- [1- (4-bfyt?;i/) tf^^y 2;?>-4 -H'^i/^i^^n/] hf^^^'> 
-2-:4->; 6 -T^ >^:i7;i/jK— ;i/-4 - (6 - ^ uu-^-^ 9 i/y ~ 2 - 
;i/3j>-;i/) - 1 - [1- (4 -try tr/>vy e;>-4 ->r;v>i5^;i/] tr^^ 
Vy- 2~yty : 6 -T>n/ K:^^S/^;i/-4 - (6 -^rnn:^:?^ v>- 2 ->f 
;i/:^;i//ix-;i/) - i- [i - (4-trys;;i/) tr/<y e^>-4 ->f tr 
2-:ty 4 - (B-i/uui-yit - 2->r;i/>?.;V7j>— - 6 
-^;i//i>y 1 - [i- (4-try y;i/) tr^y i;>-4 

tr^^i;>- 2 ; 4 - ( 6 - n U'^- 2 ->r>n/x;i/3}^- 

>n/) - 6 -i>*>i^;i/T^ >^ 1 - [i- (4 - try s^^/i/) tr/<ye;> 

-4 -'f tr/<^ 2 ; 4 - (.6-'!7UUi-y^lyy-2- 

) tr^y s;>-4 ->f tr/<^s;>- 2 ; 4- (e-^^nn-^^ 
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^l/>-2 — f ;i/:^;i/d>— -6- (4 - 1: Kn^^/tf'^y i/>:ij;i/3j?— 
-1- [1- (4-bfu$;;i/) tr^y i^>-4 ->r;i/:ji^;i/] tr/^^i;>-2- 
; 6-r^y^^;v-4- i6- ^ uu-f-y it uy- 2 ->( }vyt./v:is=Ln/) 
—- 1 - C 1 — (-4— i^y-i;-;i/)-t^^^-y-*?^ — 4— >r-;i/>i-^-;i/]-fcr-^^ 2 — 
:*->;4- (e-i^uui-y^ uy- 2-^ j]/7.)v^—j\/) - 6 -^/i/jJnU y Jjl 
f^;i/-i- [1- (4 -bf U tf^U ^>-4 ->f;i/:ji^;i/] fcr^^t;?>- 
2-::t>;4- (6 - i7 uwf-y ^ vy - 2 - ^ - 6 - i^jjl 

r^y;i^;i/-i- [1- (4 -tf u i^vi/) tr/<yi;>-4 — (n/:^^)^} tf/< 

^i^>-2-:;r> ; 6-r-fet?T^ K:>i^;i/-4 - ( 6 -^^ n n:^:7^f l/'>-2 
--f - i- [i- (4-tfU$?;i/) tT'^y i;?>-4 ->r;v>i5^;i/ 

1 tr^^>:^'>-2 ; 4 - ( 6 -^jr □ n:^7^ 2 --r;i/>^;i/iiN:^;v) 

- 6-;jl^>X>n//Jxn;VT^ F>t5^;p- 1 - [1- ( 4 - fcT u if^Vi^y 
-4 ->f;i/:jt^;i/] fcf/^^i>'>- 2 ; 4 - ( 6 - n 0:^:7 3? 2 - 

>f;i/:^;i//J^n;i/) -6- (4 - 1 Kn^i/tf^U - i- [i- (4 

-trUi^'^H/) fcf^U ^>-4 ->r>n/:*^;i/] fcr^^t;>- 2 ; 4 - (6- 

i/>-2->r;^x>n/3j>^;i/) - 6 -t^:^^n^- i - [i- (4-if 
Ui;?;i/) tf/>?Ui;?>-4 — {jv:^^^^! i^^'ypy- 2~7ty ; 4 - i2-±y 
^jv^sjv:^—;]/) -6-\i]^u^i/:^^/\/- I - [1- (4 -try fcf/^i; 

i;^>-4 If^^py- 2-:ty ; 6 -T-fe h =^^':*^;i/- 4 - ( 

2 — :h7^;i/x;i/3jN— - i- [i- (4 - try tf/^y 4 --r;i/ 

fcf/<^i^*>- 2 -;r> ; (R) -4- ( 6 - ^ n n-^:7t? 2 ->f 
- 6 -oi h^^S/:^?;!/^?—;!/- 1 - [1- if^V 
t:^y-A-4j]/:f.^jvl if^^i^y- 2-:tym\'^it (S) -4- (e-^j^nn 
:^:7^ 2 ->r;i/x >n/) - 6 -ai h:^^>:5!J;^3^f-;^- i - [i- (4 

m^m 1 — 5 iH^c^jvN-rti^b^ 1 ^mm<Dv^^mx\t^<Dm.<D(}^^ < t =b i o 
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8 ] 

— ^mmm=i^-$>^m^:^-6-^m<Dmmm^mo — 

[0 0 0 1] 
[0 0 0 2] 

ii%izp3mm^mm(D-^^izrjt^x\>^^. ^vx. itii^^cDf^mis^xjf^^miz 
It. ^Mn^izm:^z>^^±^tmmi)^^mwrj:mmmmi3o(Dmmi)^smx^:s> 

o 

[0 0 0 3] 

©^^.*^^gM$tlTv^s„ i:yt)t:t'7-7TU>tt, it-oMPMIigmi: 



5 
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hu-;vt^mL< (-^->r >y^> KS^>— ^;i/:r';^^7=^-f >^.> (N. Eng. j 
. Med.) 324 (26) 1865-1875, 1991) , af^MT'feS mjfeSrR&lL-r S featC^^ 

[0 0 0 4] 

ic J: y s ^ > 7\- ^ MmM^m<ommRmx^ ^ y . v ^ ^ /utsttf b $ ti -5 i: 

[0 0 0 5] 

O-^iSS^JC-ag-r-SKey EnzymeTS) U , 1 i)-^® F X a *n :$^^lCJ!i& 10 0 4)-^ 

S/:^yi?--^ (Thrombosis Research) 19#, 339-349 1980^^; :?l :r (Me 
bio) 14^, 8#, 1997^) o 
[0 0 0 6] 

>f -f-y^jimmi^iim^v^^mt lx. #11^5 - 20394 e-^^i^^^wo 
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9 6/1 6 9 4 0#^#:6^fey. ^^e^itT ^ V ^ y jL^^JVm^m^^m^^ l/T 
[0 0 0 7] 

^fe. #^¥5 - 2 0 8 9 4 6-^^#®>ffc^^i^^Cov^T, F X a RBW^ffi i: 

^^ti^r^ jnmm&^mt^it'^m^mmLt^n^m-iivx. wo9 e/i o 

0 2 2#<a#lC, 
[<fc2] 

]^M^— A— CO — M=— — X— Q 
G3 



wo 9 7/2 9 1 0 4#^#IC, 

g2 \ / 

(^Pfi<Z)g^fa©^^tt#|llg) ifi:$>i), ^V^^i, wo 9 7/2 8 1 2 9 -^^#tc 
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N(R^ L^— T^(r3)— At — X^-Q 



[0 0 0 8] 

<5Z:i:=fe>^^StlTV^S (wo 9 7/0 6 8 O 2-^, W09 7/ 
2 8 1 2 8#®#^#) „ 

[0 0 0 9] 

#ff=fo4ig§S4xTV>S„ W09 8/3 5 9 5 6#^^lCtt, 



(^tf®a^lB®^g|l±#BS) *^^U, WO 98/3595 9 -^^ili^lCli, 



[^1:5] 
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^<=G (CH2)a \ 



Ji-A— T3 



(CH2)b\ 



Jz — ^X-Q 




[0 0 10] 

V^Sc MX-lfWO 94x^22834#. WO 94/2283 5 WO 9 6/3 
8416-^, EP718287#, WO 96/24581 WO 9 6 / 1 9 2 
2 3#<X)#^^*'5#lf P>nSo b*^b:&*^ejZl4xe><Z)t^^®^l:-^ifel±, GPIIb 
/III aOlSWSr^-^f^y ^^:bTV^Sfcto, T ^ ^ 

[0011] 

p«-^^omYbi?isJR, /bmiH^(Dmmm. ^iisLmmni^mmMmm. li^A 
<z> *^ B ffi s n J& V ^ , 



Q 
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jt(DM,^iS.(DmMi)^'^i^^-ti^v^^<D^:^-^ 

[0 0 12] 
[0 0 13] 

mm^m^t^r=.&)<D^m} 
m(om^^Bmt.hxm,Mm^hr=.^m. m^r^jm^^t^i^mmit^mz 

[0 0 14] 
[0 0 15] 

^^■km^m^t.vx'^mt^:iti^nwitt^mmm^mx:k^o 
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Sm^^^^^il LX^m-t^ Z t. «:#^i:i-«> FX a IEW^fa"efeS„ <fc Uf^b 

— Se>tCSP4S-§^»rig:^-#M65^-F-X-ar|E#M'^&-S^^^ 

[0 0 16] 

[0 0 17] 

^^^MnwL^iL x^x^mt^z. iL ^mniL-t^ f x a mmis^Mm^mm(o^m 
^m^m^^^tLx^m-t&zii^!\^mii-r^jt^mmm • Ax#fesv^tt.^>fli 

[0 0 18] 



#3^-5*512 1 1 — o r\ r\ n rr n c 
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ti-^^-%::^^^^-t-\^x-^m-'r-^-z^^^ 

[0 0 19] 

[0 0 2 0] 
• [^fc7] 

G2=G3 / y ^/ \ 

O ( I ) 

p S (O) q RjQ^fettCONH (CHg)^ NRjjRj2'^3^^^S«-e«>»;*:fe: 
ttRl5"rtfg|$4xTV>T=bJ:V^<£Sg^r>n/:ap;b^-^fe»J ; R^q, R^jfe<fctJfRj2li 

. ptt0~4©#^St, qttO~2®#^l8r. r 1 ~ 4 CD#^iSCt?fe U . R^g 
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[0 0 2 1] 

^®tf^i*c (^j^-rs^ (III) (Dit^m) ^i^MizMm-t^zLhi}^ 

[0 0 2 2] 

n\u^ym^i nvxit. y^i^mm^. ^mm^^. ^mm^> a^^^M^*^ 

. sec-:/^;i/^, t e r t >rv'^>^>n/*, 



1 3 
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>n/«, 1, z-i^:^^jv:f^/um. 2, 2 i. s-s;?;^^ 
-n/^^jvm.- 2, -3 - 3v-3---i^->i-^-;^ - 

>n/:/^;i/*, 2 1, i, 2 - h V :^^}uzfuif}vm. i, 2 
, 2- hU:?t^;i/^nbf;i/^. l l -:ji^;i/yn l-aif^;!/ 
-2->i^;i/yntr;i/a*^#tf e>tiSA^. 5&A^T*=b^^^S:l 3&v^b 3M®=fo©7b^ 

[0 0 2 3] 

r^mr}vn^^^m^ HLXit. m^it:^ h^t/m. J^h^tym. >^n3K^$/ 

e r t -':fh^tyM. ^zy^A^yt^t/ ir^/vyi-^i/) >( V^yJ-JVit^t^ 
t e r t •^^^y^}\^:t^l/m. 2 - i^^JVzf h^t^ 

[0 0 24] 

t e r t-':fh^ty:fjJh:^—J\ym. ^y^JUyt^i/ij 4V^zy^}V 
7f^i/iUJV:^—JVm. ^yt^y'^A^yt^i/iJ}U:^—J]/m> t e r t -Ky^Jlyt 

;^»*^pjf e>tis= * u < it^mm i ^qjvn u 3 v^■m*^® u < 

[0 0 2 5] 

xtt-o®7K^M^*^tafa '■(£jKT;b=^r;i/Sj T'SfiistifeT^ yss:jti*-r-5> 
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[0 0 2 6] 

[0 0 2 7] 
[0 0 2 8] 



1 5 
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[0 0 2 9] 

N, N-s^':?t^;i/:i7;i/7t^>f N, N - 2;3:^;i/:;fj;i/A^>f n-ji^ 

[0 0 3 0] 

[0 0 3 1] 
[0 0 3 2] 
[0 0 3 3] 

So 

^ (I) OGj -Gg ^C^V^T, ^f*L<tt, A^NT', Gg , Gg *^CH 
; Gg A^NT?, Gj , Gg )b^CH ; Gg A^NT, G^ , Gg A^CH ; G^ , Gg 
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b<tt, G^ A^NTfeD, Gg . G3 *^CH-e$>So 
[0 0 3 4] 

N->'3i:^;i/:ij;i/7t^>r;i/S%b<l±^-CONH (CH2)p 
S (O) q R^Q^fcttCONH (CHg)^ NR^jR^2"^a^$nS«-efe*J*:fett 
Rl5T•®m$tlTV^T=fo<kV^<£g^T;^^;l/S■^?fe♦; ; Rjo' Riife<ktJfRi2l*5fi 

VS^V^»N-^l \^u^t/4 ^ J&X-:^*) ; ^VNttRg3feJ:t)fRgi,ttim^lc{Sa 
Rgai3J:rJfRgb®— :3&tt7K^M^^. ftS:6^t±:jt7;i/3K^i/;i/S, >i h ^>^:^J;l/JK- 
*feiiRi5-egm$nTv>T=b<fcv%<gj|Rr>n/^;p^T?fey ; Rj5ii:^j;i//J< 

^^^iN-t: Kn^i/-f ^ (T>a/K^S/A^) -e$>y ; ^V^ttRg333J:UfRgb 
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[0 0 3 5] 

[0 0 3 6] 
[0 0 3 7] 

(1) ^ (I) lcfcv>T^i?jai< ii=bGj }&^N-z?&s=fe®*W* Lv>„ 

SA\ G3 Gg A^cH-e^y, 

N - 7ai->n/:!!j;i//l^-Y;i/S=fc b < C o N H (CH2)p 

S (O) q R^o*^^*^^^^ (CH2)r N R^jR^g"^^^^*^"^^ * 
Rl5-egg|StlTV^T=fc<^:V^<£mT;l/=^^;I/S'efey ; R^o' R ^tJ^R 12***6 
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[0 0 3 8] 

i:»;*)t:tif*b<tt. *^N, Gg , G3*^CHT?$>y. Rgafei:t5Rgb® 

2) -%b<ttS^-^£ig^r;l/^;l/gSIStlTv^T=b^v^:;?J;l/7t^-f 

jK— N-:7ai~;i/:^j>«//t^>r;i/^%b<tiiC-CONH (CH2)p s (o 

) q RjQ^:t«coNH (GHg)^ N R-^^^R^2'^*^'^n^mit)^^mitn^& 

*^10' Rii^«fctJ^Ri2^*^3ilc;!KmM^. '(£mT;i/=^r>n/S> -ya^-jvm. i&m 

TJl^n/'ya^—Jl^. p ti0'-'4 ©#Mi!C, q O ~ 2 ®#^|lt. rlil~4® 

3) R^5T'M^$tlTv^T%<kv^<£gtT>n/^;^S'e^U ; Ri5tt:?!j;i/3j^^i/;v 
^v^^i. Rg3^j;t;fRgi,iii^^ic<£jgtT;i/=¥;i/^'z?fes, 
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o 

— -[-0-0-3-9] 

mzt^^h<\,i. ^ (I' ) 

[^1:8] 



y^A^m. tf7xnu;i/S, :^^u;i/S-efeU, z:tie>o^# 

gi$4xTVNS=b®T'$>»;, j:ys^^L/<tt, Qti^6-/\u^j -2—ry^/\ym 

[0 0 4 0] 

4- (6 -^nD:^7^f 2 --f ;I/X;1/3}n— - 6 -x h:Spi/?t;;i/:}f::i 

-1- [1- (4-trys;;i/) tf/<y e^>-4 ->f tf^^i;>-2- 
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yi-y ;4 - (6-i^nn:^7^W>-2 - >( /V:^)Vti—)V) - 6-11 Kn^i/;)l 

2-;t>;4- ( 6 - D ^■:^:7 ^ p>- 2 ->r ;i/:^;i/3Jn— -6-:jib^s/ 

-2-:t>; 6-T-fe h=^i^:?^^>n/-4 - ( 6 -^^ D D-^:7^ 2 ->f 
;i/jJn-;i/) -1- [1- ( 4 - tr y tr^u s^>-4 -^;i/>i^>n/] tr/<^ 

i^y- 2 ; 4 - [ (E) -4 - ^ O □ U - 6 - a: 

i/;jj;i/3j<-;i/- 1 - [1- (4-trus^>n/) tr/<i;t^>-4 — f;v^5">fl/] if^ 
^$;>-2-:^->; 6 -:3!j;i/3K^e/- 4 - [ (E) - 4 - ^ D n:^^ U /i/:^;i/7i> 
-1- [1- (4 -If u tf^y y>-4 ->f tf^^i;> 
-2 — 6-T$ y *;i/3K::i;i/-4 - (6 n n-:^:?^ 2 --f 
;i/7jNii;i/) -1- [1- (4 -tru tf^u i?>-4 ->r;v;A5^>n/] if^"^ 
i/y- 2 -yfy ; 6-rji\^yt^i/^/\/-4- (6 □ n-^^^f 2 ->r 
;i/x>a/3^:^;i/) -i - [i- i4-\fVP)v) tr^y s?>-4 ->r;v;*^;i/] tf 
^^Vy-z -yi-y ; 4 - ( 6 - tj^ n n:^:7^ 2 ->r;i/:7.;i/7}N-;i/) - 6 
-^;^d^y >^:35j;i/3j<-;i/- 1 - [i- (4-bfus^vi/) tr^Ui^>-4 ->r>n/;i 

tf^^i^>- 2 ; 4 - ( 6 - □ ^:^:7^ 2 ->r 
- 6 -$;^^;i/T^ y :^7>n/3K-;i/- 1 - [i- (4 - tf u e 
-4 ->f ;i/:>i^;i/] }£^'ypy- 2 -yty ; A - iQ-^un-^-y^X/y-z- 
>r;i/X/l/3^n;i/) - 6 h:^ri/T^ y :^J>n/3Kn;i/- 1 - [1- {A-\f:^)VJl 
) tf^'J i;>-4 --f tT'^^i/^- 2 ; 4 - (6-^^nn-:^37 

4r 2->r;i'>^;i/3^->n/) -6 - (4 -t: Fn^s/tr/^^u s;>'>?i7>n/3K:=-;i/) 
-1- [1- (4-trui;;i/) tr^ui;>-4 — f;i/>:^;v] bf^^s;>-2- 
:r> ; 6 -T^ y :'i^;i/-4 - ( 6 - n n-^:7^r 2 — f 
-1- [1- (4 -try tr/<y j?>-4 -^;i/:>i^;v] tr/<^t;>-2- 
7^y;A- i6-i/uu-)-y^uy-2-^A/:^/v:i^—/\/) - e-^fl/-^v J 
^fu-i - [1- (4-trye^>n/) hf/<y s^>-4 ->r>n/;)i^;i/] tf/<^$;>- 

2-::r>;4- ( 6 - D □•:^:7 ^ l/> - 2 ->r - 6 -V:^'f-JV 

J 1 - [1- (4-fcrys;;i/) tr^u s;>-4 ->r;i/:jt^>a/] tr/< 



2 1 
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— f;i/>^.;i/:jN— -i - [i- (4-bfu^^;i/) i^KVVy-4:->( 

] Z->ty ; 4- {Q-^UU-r-7 9\yy-2-^ 

-4 ->f \£^'^Vy- 2-:^y A- (e-^uui-y^tvy-z- 
>f -6 - (4 - 1 Kn^^i/tf^U - i- Ci- (4 

-fcfUi?;!/) fcr'<U2^>-4 — fji:^^}il i^^^t^y- 2-:!ty 4- (6- 
^nn:?-7^? 2 ->f ;i/;^;i/7i>:^;i/) - 6 i - [i- (4-tf 
y $;;!/) tf^u t;?>-4 ->r;i/>i5^;i/] tf'^^i^^- 2 ; 4 - (2--^^ 
^;i/>5.;i/3}>-;b) - 6 -n \^u^i/:^f-ny- 1 - [1- (4-fcrui;;i/) tr^u 

t/'>-4 ->f;i/^^;i/] \:f^^Py- 2 -yty ; 6 -r-fe h#i/^5^;i'-4 - ( 

2 -:^:75^>n/>^>n//j>n;i/) -1- [1- (4 -tru tT'^^u 4 ->f;i/ 

hr^^i;>'>- 2 ; (R) -4- i6 - ^ uu-^y uy- 2 
;v>?.;i//J>n;i/) - 6 -a: h^S/:;?j;i/3}f-;v- 1 - [1- (4-trys;;i/) tr^U 
$>'>-4 — f;i/^5^;u] fcr^^>:^>- 2 -:^->^v^^i (s) -4- (e-^^na 
±yituy-2 — f ;i/x>n//^:^;i/) - 6 -in 1 - [1- (4 

[0 0 4 1] 
[0 0 4 2] 



2 2 



ffiiE#¥ 1 1-3002795 



10 — 311491 

it7i(.mm. mm. mm. vymmomMmm. mm. •:rxi\£itym. ^^=L^m. 
-^uym. zi;\^m. y-^-jvm. -^v^ym. %m. ^m. ^)y^m. m^m 

, ^x>^, "=r>7=;i/^^®^#:i7>a//J?>gg!g, i.9y7.)\/-^^ym. :n^y7./u 

ji-i^ymm. TT.n'y^ym. ^}\/^^ym^oym^r^ jmrnmiKom^M^ 

V^m^L<ltr}Vit3V ±m^m(Dmm. :^^JVr^y. x^;i/r^>, :r:^y 

-jvr^y. fcrut;?^, vpy. rji^-y. :!ir)v=L^ymo)mm^mii<D^'P 

[0 0 4 3] 
[0 0 4 4] 

T-^So \ikr(ommmi. s?5i^2. jsjctj^^wct^®^ (d . ^ d d . ^ 

(III), ^ (I V) , ^ (V) , ^ (V I) , ^ (V I I) , ^ (V I I I 
) , ^ (I X)\ ^ (X) , ^ (XI) , ^ (XI I) T'^^tlS^fc-^ifeS ^IC 
^fflCfeltSRga, Rgi,. Gj^ , , Gg , Q®^g|ttt&il^ (I) 

=fe®i:lM-T*^*;, 2f5:#TOffc^%-efe-5^ (I) -ef^^^ti^^b^ifeifejtrjf^© 
^ (I I) , ^ (XI) T*^^*iS'fb-a^«fei*fctt-^tie>©J^*^&igJg^6i icj:»; 

[0 0 4 5] 

&.r\z^ (I) osjtssr^-r. 



10—311491 



^ (I) 




Rea 




CH2— N N-SO2-Q 

O (I) 



[0 0 4 6] 



ffiiE#¥ 1 1-3002795 



m 



10-311491 



litl 0] 




[0 0 4 7] 



10—311491 



i^^^^*)^Miz^^-psmrjt^ (II) 



[^b 1 1 ] 




Kl >=CF^OH 



(II) 



Utl 2] 
Gi N )— CHO 



(^tfi. Gj . Gg . Gg litifiHill^-'®^^S:^i-o ) 

S:mW-rs*^:!:®*^SlC'fqre>IS^§tiS=b®T'ld::&v>o ^(11) ©ffc-^iferSrS 
we r nm^t :^'^JV:x^;^:^^ty K (DMSO) /V*Pom^UV K) , -5^ h 

^:/n tf;i/r>=E— ^7^7^-;!/^:^- h (tpap) yN-:f.'^j\/'eA/^v y- 

N-Tt^t/ \^mit. C o r e y-K i m^fb (N - □ □ ^ i/>>r ^ K (NC 
S) K (DMS) ^flc) , ifV P—^ L.t;^ U :i - h (PD 

C) ^^b. \fVP=.^J^^UU^U:^-h (.PCC) Jonesm^b(N 
ag Crg O^/Cr (VI) Xmm) ^(Dm^t^J^. ^*b<ttDMSO/b 

ti«>An>?f>>fb^fb7K^^^. *f*b<ttJS'fb^^b>S:^^i:bT, -7 8ic 

:R^f:61ItCttl 5^*^e> l^^T-S we r n^fbSrtrV^. ^ (I I I) ^i:^<o 
^ (V I I I) 
[0 0 4 8] 




(III) 



aj|iE«lt¥ 11-3002795 



• 

#^ 10-311491 



Reb 



\ 

H2N NHP TTITiTy 



[0 0 4 9] 
^ (IV) 
[^b 1 4 ] 



Reb 

CH2— NH NHP 

( I V) 



^hm^^tco (IX) 

[^fcl 5] 
w 




o w (IX) 

2 7 1 1-3002795 
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7^;k 7^h^fcKn75> (THF) jcf^^stisx-5^;i/^^i£, ^*L<tt 

mtf^h 1 2^f^T?MlS$:^V\ ^ (V) 
[0 0 5 0] 



T'flJi^SMJSSrffV^, ^ (VI) i^tp. R6a> Reb' , Gg > G3 . P. W 
[0 0 5 1] 



Utl 6] 




[ffcl 7] 




w 



(V I ) 



[0 0 5 2] 



2 8 



ffil£4^3|I 11-3002795 
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^^;^:^TV^, ^ (v i i) , 

[0 0 5 3] 



^^hm<o ^K.. ^ (X) 



n-^f^m^flsi:, ^^^tju^i^i:,, mm^ty^y^. mmijn^iyrph.. TK^fb-i^bU 
^'fb^^fc:*^^^!^. 3i-7^;K 7^h^tKD:7^> (THF) Icf^^StiSoi-. 

s^^. Mft:^f?J^cttl^^*^e,l 2^^T'SiS=&^TV%. ^ (i) 

[0 0 5 4] 



[-fbi 8] 




W-SOg -Q 



(X) 



2 9 



10 — 311491 



[<b 1 9 ] 





N-SO?Q 



( I ) 



[0 0 5 5] 



(Protective Groups in Organic Synthe 



sis) mzm. 1 9 9 i^(D!^m\zmm<D:^mzx*)n-o:^iiti^X'^^. 

[0 0 5 6] 

®-§^Rrig^i#M6^^FXa|EMT'fe€>o iJt^ < S "fe U > 

^ ^ h U > ^ o ^ < L/ V ^ y *\ II D JlilM^@^<^-fe U > >^ n 7^ 



3 0 



miiE4^¥ 11-3002795 



1 

/ 

10 — 311491 

— [0 0 5^-] 

[0 0 5 8] 

/*}fett?&i^icw^T'^u> M.ii^mtjt^m^ti.xit. Bgjfii=^, ffiiss, 

, -m^m^M^f^ (Ti A) , <%i^TmJ^ili&(Z)M1ftv^i^^©^JlilSllgi^il 

e>fc5^^ii*M^is=s. s?sp#iiiRiiii=^^. ^a^ffijfii^i^^sjg^i? (dio . a 
mmm - Ax#s>sv^tt.c^lli#J^5^^c#•5^^. ^ b<ttji}S^5Sii§3e(z>^R& 

[0 0 5 9] 

mxik^ti^x^M><. "^tifj^Bi^^trj^vmrnm^m^m^h. m^m^A^i^n 



tfiSE4t¥ 11-3002795 



10 — 311491 



[0 0 6 0] 

[0 0 6 1] 

iz^svf^nmni^x^mmhm^o 

[0 0 6 2] 

1) P^IS^f^fflCDM^ 
a) t: hFXa|E^f^M<^M^ 

in V i t r oJCfet-tSFXaiaS?S'l4tt>!rh:^-e) (S^-V— ^>n/i*-::^7t>f 
;rne^:*;V>^^>^. hU-, 265^, 18289 — 18297 M> 1990^) 

<D:^mKm\:'Xmi&-^n^o 'r^t>t>. thFXa (3i>-tf>r aui?— ^^t (En 

zyme Research Lab ratories. Inc.) 0. 0 1 9U/ml) ^;1/:7.>>1/ 



ffilE#¥ 11-3002795 



10-311491 

i^^=¥e/K (DM SO) izxm^(Dmmiz^mi^t:i^ii^i3J^xf^^mws-2 2 

22 (Ch r omo g e n 1 X AB, 0. 4 mM) illg-^ b T r i s -Jfe^jg 
mm (PH7. 5) T-3 7X:tCT-f >:5r^'<- h-r-So «^<*c© F X a KW^tttt 
— 4 0 5 irmtDia)tSS:3*^^fi'l-li§^l^r^^ 

[0 0 6 3] 

1 nM~l AM®^S$:^-r, M.^m^^HZmht:L„ ^fe, ^^lai^^tcfeVN 
Ttt, jtg«>t*l^l- ((E) -4-^nU7.^VJV:7./\yt^-JU) - A- Ll- ( 

4 -bf u i;>'>n/) tT'^u 4 ;i/3i?—;i/] if^'^py (wo9 6/io 

0 2 2#^^<3[>mfeMtt»3 9® 2 b^fb-^i^) l± 0 . 1 5 /tiM© I C^Qll^ra^b 

fee 

[0 0 6 4] 

^ 1 



1 1 

1 rnrnm^^!^^^ i 


1 

I C50 (/iM) 1 


1 mmm i i 


0. 


0 19 1 


1 ^JgM2 1 


0. 


0 0 7 4 1 


1 mmms i 


0. 


0 17 1 


1 mmm9 i 


0. 


0 13 1 


1 HJfeM 1 4 1 


0. 


0 12 1 


1 16 1 


0. 


0 0 8 5 1 


1 mmm i 7 1 


0. 


0 0 7 0 1 


1 mmm 2 2 1 


0. 


0 16 1 


1 mmm2 3 1 


0. 


0 7 0 1 


1 iti^^fi^ 1 
1 


0. 


1 5 1 
1 



10-311491 



WtS S: W i" % ® * - 
[0 0 6 5] 

-2 ) mmmi^^<Dm^-ti-n — v-i-t-r-o-) 

[0 0 6 6] 

m 2 



1 


1 1 
1 PTzmm^mm 1 




1 ifiM) 1 


1 mmmi 


1 2. 8 1 


1 


1 2. 7 1 

1 1 



[0 0 6 7] 

3 ) mmmrs^on^ii. (ex vivo) 

a) hSrMv^^te X v i v o "t^ODiEH^raM^f^Si 

1 2^mKk±m:khr:^m^^4y^di-'^y h (2005-3002. SLCtt 

[0 0 6 8] 

±iajfilil5 Oytt 1 $:3 7X:jcr 3 4)-^>r>^a./<-hLfc^, hD>3K::/^X 



ffiiE4^¥ 1 1-3002795 



m 

10 — 311491 

[0-0-6-9] 

b) ^^yhSrMV^fcex v i v o -??CD^@^^?l!l^ife (SP«#) 

:^U^(D^mzt5\i^X%. :^mmit^mtl 0~1 O Omg/kg®^Pi8# 
[0 0 7 0] 

mmizmn^ti^mi^^^mLx^^^^tij^x^^. -m^ (i) 

[0 0 7 1] 

. :^^m(Oit^mit'^V hiZO. 3 — 3 mg/k gO^H-eSPig-^, % L < 

0. 1-1 mg/k g©«sa©#Mi^«:-^t-sz:hicj:yijT:jfii*kf^ffiS:^i-c - 

^fC^^iO-fb^^li^ ^y^^C3mg/kg ®ffi*T'jgP|S:-^. % b < 1 m g 
/kg®M4*X?#li)Rl^«^L.Tt;mjfil^®®®:gtt^«)e>tl^VN„ Lfcjb^oT, 

[0 0 7 2] 



5i 



mf3:*fe5E 1 1 — •(» n A 



#^ 10—311491 



(tPA-)-;&e>-t)fte^4x-P>©fl##:-(-*^^-fe-S^ 

■^^laW^RI, GPI I b/III allS^M) . i45t^®lSfllJfil^t&3f^M (Mj^ii^'n 
7>fy^~K^m%, HMG-CoAlSSm. EPA-E) ^VM±4;i^®mii^j4l 

[0 0 7 3] 
[0 0 7 4] 

lOOOmg, * L< li 1 mg'-S 0 Omg, #^igP'T?0. 0 1 ~ 3 0 0 m g 

. if*L<liO. 1 mg~ 1 0 Omg-e^y, 1 llI^^V^tti!tIHI^C4^^:tT 

[0 0 7 5] 



3 6 



mU^^ 11-3002795 



10-311491 



j\^9Kym. yy.n'y^yWL) , m^n. ^^ibM, i^tfcM, 

«#M (M^ii/N'^'O, /<>>:;;i/t;i/3-;i/) S:-g-J5*^e>So^i3> ^^fU. im 
, MilS^fll^tt. ig^MfcJ: »;t/aiBt. -^^^^^ t Kn^i/:^n tr;i/;;i^;v-fe;i/D 

[0 0 7 6] 

T;i/3-;i/©j:e)«;T;i/3->n/S. j^y v;i/^- h 8 o^^i&^fes, z.o\ut=M. 

mki\%. ^\z.±M<j>mm\^n. "mum. mm. a^is^> ^w^. ^^ftm, ^ 



mU.^^ 11-3002795 



10-311491 



f^itnm^itll^^^ (iKUni^i/^yy (peg) , kKD^i/::^ntr;i/ 
li ^ ;i/ '^;i/D-x (HPMC) . 3j<u If— ;i/tfn y K> (pvp) ^(Dyi(.mWW 
ti Fn^i/:^D tr;v>i^;i/-fe>n/n->^7^JH/- h (hpmcp) . jji^t 

:^s/^n tr;i/i/^^ xi7^:^>c> b u >^•&fflv^T^gg^b^^^J^^fe^-&s:&^fe%#^f 

h-9-^X>>5.tt> 78-82 (198 8) rSjg^sg^^igi: ^<Z)jSM J 

, P^?SII^, g^t;^-- 5 7- 1 5 9 (1 9 8 3) ^^*$:##IC, B6?|i: 

(#l§Hg5 6-49314 #, FR2460667-^)„ 

[0 0 7 7] 

(a) (5 Omg) 

-fb-^^M 1 0 0 g 

h — X . 3 9 8. 5 g 

7.^y^)ymr?*f%'iy'0u 1. 5g 

- K:jt;y-fe;i/lC2 5 Omg-Tt^iJAL/fco 
[0 0 7 8] 

(b) ^^fll (1 mg) 

flS-a-^M 1 . 0 g 



ffilE^^ 11-3002795 



iffsjl 10 — 311491 

%m 9 2 . 2 g 

ijjv^^i/:^^jv-^)Vu-y^^hV 5. Og 

n-yy(.^-^^-yt.h i5%wxv^-y^h) 0. 8g 

5V7^-r-U^^"^^^-:^-$/'57-A 1 .— 0-g — 

[0 0 7 9] 
( c ) ( 1 0 m g ) 





1 0 g 






16 0 


g 




4. 0 


S 




2 0. 


1 g 




2. 3 


g 




3 g 





>' ^ ;i/^-fe ;i/ n - :^ T-S^S b J©^M^ ^ b fc. 

[0 0 8 0] 
( d ) ( 1 0 0 m g ) 

fb-^i^M 1 0 0 g 

a«i 18 1. 5 g 

f;uy.i^y\^%u — '7s'^V'^}tJl>. I2g 

(5%w/V/<-xl>) 3. 5g 
•^T-r^yyW.'^^^'i/'Oh. 3g 

[0 0 8 1] 
(e) (0. Img/ml) 

fb-^ifeM 0. 1%W/V 

u^^:^^y'^A^«^^^ 2. 3%w/v 

0. 4% 

v^niJ-;i/4 0 0 3. 5% 



3 9 



aitiE<^^ 1 1- 3 00 9. 79Fi 



10 — 311491 



[ 0 0-8 2 ] 

(f ) (1. Omg/mi) 

ffc-^ifejM 1. 0%W/V 

*j /um-f- h V ^ M^f^mm 3. 6%w/v 

l Myi(.m^^ h U ^ A7K^?g[ 1 5 % W/V 

ai*m^M7K Minx-T 1 0 oroii-rsc 

[0 0 8 3] 

ic IS ^ s ti s =b ® li ^ V ^ . 

i^^^^^y^^i^ hJl (NMR) I3:>:;a:;r;i/ J NM-EX2 7 0 (JEOLJ 
NM-EX2 7 0) FT-NMR (Hsjc®^ $g) ^tc^itt^ 3iytA/ J NM- 

LA3 0 0 ( J E O L J NM- L A 3 0 0) FT-NMR (7^- * 
H*«^ i?) S:, l^:0'«?|gK*r9-«fX/<^^ h;i/ (HRMS) liV:iL:^)]yJ 

MS-GCMATE ( J E O L J M S - G CM A T E ) (H^Jcm^ im) ^ 

■^mmi^^u^h^^y^f- (HPLc) It. mmi^c-i oa i m) mmm 

[0 0 8 4] 

(USSMi) 4- ie-^uu-f-y^u^-z — r;i/^;v3^— ;v) -6-aih 
=¥e/5!7;i/>K-;i/- 1 - [i- (4-tfyi?;i/) tf'^'; i;>-4 ->r-n/;*^;i/] tr 

> - 2 - :r 

<xs i>4 - [1- (4-tru v>i itj/iAjvfy^ K®-^^ 

:r^if y^l/^^n U K (O. 4 3 mi) ©jllTKig^b^l^l/V (2 Oml) 

Mm#ffl^T- 7 8t:tc?^SPb. z:z:icM>!K2^>i5^;^:^;^3j^=^t/ K (0. 78in 

4 0 ffiffii^^ 11-3002795 



10—311491 



1) ®M7Kifefl:^5^i/> (2 0ml) mwL^immvmrvr:i. ^^cvnt-. :$cm ( 

EP0359389 A) fB®o:3^i56ic J: »j tifc 1 - (4-tryt;;i/) tf'^ 

y i;>-4 --f (O. 7 2 g) ©MTKi&fb:'^^^^ (11ml) 

*t?M*-$^^-^>n/5^r;i//^:^->-K-(-^^^^ — 6-5 

— 6 ox:v if^mmw^. -7 8r;**e?^^b. h U:ii5^>n/r^ > (2. om 

^mr^m^m^vrc. z:3T'#e)tii^:T;i/7^fc Ftt-^^^^^T-^s®-^ 

E I M S : 19 0 (M"^ ) 

NMR:7.^!7 h;i/(*CDCl3) 6 ppm:9. 56 (IH, s), 8. 1 
6~7. 99 (2H, m) . 6. 8 2^6. 69 (2H, m) . 3. 83~3. 
71 (2H, m). 3. 02'-2. 90 (2H, m). 2. 61~2. 45 (1 
H, m) , 1 . 9 0 ^ 1 . 7 8 ( 2 H, m) , 1 . 5 2—1. 3 6 ( 2 H, m) 
[0 0 8 5] 

<X®2>4- [N- [2- (t-:fh^ty^Ay:^=.JVr^>f) -1- (:n h 

^i/ijA^-^—A^} T$y^5^;i/] -1- (4-try i?;i/) if^vi^y^ 

jLniX'm^tirzL^t^momyKmtj^^uy (1 emi) mmiz. ijcm (wo 
9 5/1 1 2 2 8) mm(o:^mz^ ^jmM^tir:^^ - (t 

T^y) T^->X^;i/XX7^;i/ (0. 7 0g) . rk^^XWrn (O. 3 7ml.). 
2/3Kr3/N-f K (1. 6g) ^M^. ^MT* 1 Hit^bfec H^SmcTKSrAO 



mU.^^ 1 1-3002795 
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^it:^^\yy : ^9J-)V=Q 5:5) T'J^^L. mmit^!& (0. 3 6 g) S: 

NMR>^./<^ (* CDC I3 ) 6 ppm:8. 18 (2H, d , J = 8H 
-z ) , - 6 — 6-9-(-2-H— d-r-^-=-8-H-z-)-T-4--9-5-~-4— 8-6-(-l-H— b-r-s- 
), 4. 2 5~4. 15 (2H, m) . 4. 06 — 3. 96 (2H, m) . 3. 
50~3. 38 (IH, m) , 3. 35 — 3. 18 (2H, m) . 3. 11—2 
, 98 (2H, m) , 2. 60 ( 1 H, dd, J = 7, 12Hz), 2. 43 — 
2. 34 (IH, m) . 2. 04 ( 6 H, s), 2. 0 3 — 1. 6 6 (3 H, m 
), 1. 44 (9H, s) , 1. 30 (3H, t, J=7Hz), 1. 30 — 1 
. 16 (2 H, m) 
[0 0 8 6] 

<Xjg3>4- [N-^n^T-fe5^;i/-N- [2- {t -Zf \-^t/itJ )V:^=^)V 
r^J) -1- iJih^t/itj/vm—Jl) T^J:^^)\^1 -1- (4-tf 

X.m2.Vm^nr:Ljt^/& (O. 3 4g) (Z>^.}?KJ&fl:^^^> (2ml) ^?g& 

j>K?&-b, h y 3i5^;i/T^ > (9 4^1) . rj^VN-^, ':fn^r±^/ii7 uv K (5 

6^1) ©M>!Ki^fb^5^i^> (2ml) mm^M^. ^mizx immmwht^. 

;i/=9 9 : 1— 9 5 : 5) T?2|t8gU, ^UVC^m (0. 2 3 g) S:#feo 
NMRX^^^ (* CDC I3 ) 6 ppm:8. 22 (2H, d, J = 8H 
z), 6. 72 (2H, d, J = 8Hz), 5. 20 — 5. 00 (IH, m), 
4. 2 6—4. 16 (2H, m). 4. 15 — 3. 95 (3H. m), 3. 89 
— 3. 73 (3H, m) , 3. 5 5 — 3. 2 3 (3H, m) , 3. 18 — 2. 9 
4 (2H, m) , 2. 2 0 — 1. 9 2 (3H, m) . 2. 04 (6H, s) . 1 
. 4 4 (9H, s), 1. 33 — 1. 20 (5H, m) 
[0 0 8 7] 

<XS4>4- [N- [2-T^y-l- (:ii h:^i/5?j;V3j<— >n/) X^;i/] - 



ffiSE4t¥ 11-3002795 



#^1,0 — 3 114 9 1 



jimsvmhntciit^^ (o. 2ig) iz. sN^it:^m-mm:^^}v (20 

■^ife (0. 1 7 g) $:#fc„ 

NMR:^'^i7 hJU (DMSO - dg )8 ppm:13. 68 — 13. 47(1 
H, brs), 8. 58 — 8. 32 (3H, brs), 8. 28 — 8. 15 (2 
H, m) , 7. 3 5 — 7. 15 (2H, m) , 4. 5 9—4. 4 2 (3 H, m) 
, 4. 42—4. 24 (2H, m). 4. 18 — 4. 00 (2H, m), 3. 5 
2 — 3. 37 (2H, m) . 3, 3 7 — 3. 2 3 (2H, m) , 3. 23 — 3. 
02 (2H, m), 2. 17—1. 94 (2H, m). 1. 92 — 1. 78 (1 
H, m) , 1. 38 — 1. 13 (5H, m) 
[0 0 8 8] 

<X^5>6-3:h^lr^*;i/:J?— 1 - [1- (4 - bf U 
X5g4-??#e>tifcfb-^ig» (0.16 g) <Dm:^i^:f'^ny^Jly2^r^ K (5ml 

) mm^^}^i^> hv:n^)vr^y (0. 4 1ml) ^ijD^. ^mzximmm 

NMRX^^ (* CDCI3 ) 6 ppm:8. 13 (2H, d, J = 7H 
z) , 6. 97 (2H, d, J = 7Hz). 4. 27 (2H, q, J = 7Hz) 
. 4. 23—4. 17 (3H, m) . 3. 94 ( 1 H, dd, J = 8, 14Hz 
). 3. 57 (2H, s) . 3. 43 — 3. 11 (4 H, m) , 2. 66 (IH 
, dd, J = 7, 14Hz). 2. 2 0 — 2. 0 3 ( 1 H, m) , 1. 98 — 1 
. 81 (2H, m), 1. 44 — 1. 24 (2H, m). 1. 32 (3H, t, 
J = 7 H z) 
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[0 0 8 9] 

<X^6>4- i6-^UU±ySi Uy- Z->( }l7.J\^:is—;],^ -6-a:h^ 

iyitj)V:^—jv-i- [1- (4-tfyi?>n/) tf^u i^:>-4 --f tf'^ 

^ >— 2— ©-^fig 

Xg5T'#e>tifcffii?<3D>fb-&«fe©#*$:M;!Kiaffc^5^b> (5ml) tC^I^L 

, hU3:^;i/T^> (0. 1ml) , ^VA-e, 6 — :jyDD-^:7t5nx:y-2->r;i/ 

>?.;i/jJxn;i/^rnU K (3 9. Img) ^Mik.. ^MICT, 1 Hii^b3t„ 

u*^f;i/^nvb^^^7^- mm^m : ^^y-;i/=9 9 : i 

-90:10) X-mmV. mm^^m (4 Smg) §:#feo 

HRMS : CggHgjC 1 N4 O5 S (M"^ ) :ff^M5 7 0. 1 7 0 3 H^ffi 
5 7 0.1 6 8 1 
[009 0] 

(IISSM2) 6-:!t7;i/3jf^S/-4 - (6-^^D:^7^l/>-2->f;I/x;l/J}^ 
~;i/) -1- [1- (4-tru^vi/) tr^y e^'>-4 tr/^^i^'> 
-2-:r>(Z)-a'^ 

mmmi<j:n6>xn^tit=.it^m (i8mg) ®^^>^-;i/ (o. 5mi 
•f-hVK;j^xmm^> n&rmm^^^h. mmit^m Omg) 

[0 0 9 1] 

iMmm3) 4- (6 -^^Dn:^7^ 2 ->r;i/:^;i/dN— ;i/) 
u^i/:^"^?]^- 1- [1- (4-fcrui^;i/) tr/<yi^>-4 — f;i/;)i^;i/] tr^ 

^ > - 2 - ;r ><D-^^ 
IIJ6Wl<Xg6>T'#e)tlfc^I:-&4& (0. 15g)S:;i^f>^->n/(10ml 

) tc^sfu i>K?^T y^'i^ A 3j< n >f K^>f K (0. 2 0g) ^3 o-^m^sm 
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6 Omg) 

[0 0 9 2] 

1 - [1- (4 -tri) tr^^u e;>-4 ->r-n/;^^;i/] tf/^^^ 

^JgMST'^^tlJtfb-a-i^ (43mg) ^^it:^^lyy (1ml) iZMmV. 
^^rmWL^ii^^^ 0%7i(,mit-rhV^A:i<^mWL (O. ami) $:in^fe, ^ 
{C/<>e^;i/ h Ux^;i/T>^— 'i'A;?^ □ U K (Smg) , t^:f^^}VmW (9^1 
) %:m:^X. ^?&T2^^^#L7to StS:^?Klc*7K^*n;lTMJJS:$:^?ihLfc^ 

^•7>f- mmmm',^m:^^iyy :^^j-}i=9 o : i o) xmmv^ mm 
it^m (1 6mg) ^m=.. 

[0 0 9 3] 

(HJ^Ms) 6-T-fe h^$/;*^;i/-4 - {Q-^nu-ry9vy-z — f;i/ 
x;i/3i>n;i/) -1- [1- ( 4 - tr i; i^vi/) tr/>^y >:;>^>-4 — (jv:f^^A/i tf/< 

^ > - 2 - >C3D-^^ 
[0 0 9 4] 

(HJSMe) 4- [ (E) -4 -t5^nn>^^y 3i^n;i/] 

;t?;i/;}f^;i/- 1 - [i- ( 4 - tf u i;?;i/) tr^^^y 4 ->f tf'^^ 

^jfeM 1 <x^ 6 >(D^mmiz'4t^ X. mmm i <x@ 5 >xm^tir^it^^ 

^mnt.L. (E) -4 -;yDD>?.^i; ;i/::^;i/jh:^;i/^'n y KiiiRlSb, m^it 
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[0 0 9 5] 

(mSM7) 6-7!j;i//Jf^i/-4 - C (E) -4 -t5'DDX^U;i/:^;i/d>::i>>l/ 

— ]- - 1 — [- 1 — (4-- tr-y-s^-;!/) -i^-'<-y-e?'->--4---^^^^ — 2- 

[0 0 9 6] 

(HJ^Ms) 6 -T^ y 5t7;i/3K:^>n/-4 - ( 6 - ^ n 0-^:7 ^ i/> - 2 --f ;i/ 
# >?.;i/3i>:^;i/) -1- [1- (4-tfUi^>n/) tf'^U i^'>-4 --r;i/^^;v] if'^ 

IIJ6Ml<XS6>T'#e)tlfcfl:-^ifef (0. 2 0g) <D2NT>^-T-^ 
(Sml) ^MIC, T>^-T5?fXS:l!^^a», i^^tfJ 8 0 ~ 9 0 TCr 8 

(^ffi^^ ; i^^b^^l/^ : ;Ai5f y-;i/=9 0:10) -esff^b. ^M^t^m ( 
0. 1 4 g) S:#^o 
[0 0 9 7] 

(IIJ6M9) 6 -t;i/ K:^^e/^;i/-4 - ( 6 - n n:^7i? 2 ->r ;i/ 
>?.;i/7j>-;i/) -1- [1- (4-try$?;i/) ifKVt/>-4: — tr/< 

<xjgi>4- (6-^^Dn:^7^ i/>-2->f;i/x;i/3i>— ;u) -6-3}n;i/^ 
[1- (4-tryy;v) tr^^^y i^'>-4 --f br'^^s;>-2 

;r^-tfy;i/i^ny F (3 3 it* D ©M>!K^<fc;i5^l/> (Iml) 

(Iml) ^MS:MTb;to ^S^Vnt?, IIJgM3 -^^btlfc^b-^i© ( 

1 Omg) (DMii^mti^^iyy (1ml) ^?£S:?gTLfec -6 5 6 0*CT' 

2m^mn^. -1 S°Ct.-7:nnh. hyx^;i/T^> (O. ISml) 
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<Xg2>6 -T>n/K;e-^e/^;i/-4 - l/>-2 — ( jv:^ 
;i/;^--;i7)^-i----[-i-^(-4-^i^-re^-;i7)-i^v>^^^^ 

jL-niT-m^titcit-km^:!^^ J -A^ (imi) izmmv. \i]^u^^}ur^ 
>m.mm. (2. smg) , mm-rhv^^^ Omg) ^ijaxr:^^ mm^ta^. p 

: ^^7-;i/=9 7:3) T'l^SgU> ^Sffc-^igj (1. 9mg) ^^fe 

o 

[0 0 9 8] 

(^JSMlO) 4 - (6 -ir DD:^^^? 2->f ;i/x;i/3i>::i;v) -6-^ 

>n/;jxU y 5tj>n/3K— 1 - [i- (4-trys;;i/) tr/^u$^^^'-4 ->r;i/;^^;i/ 

IIJ6Ml<X@6>-e^ejtlfcifc-^#r (0. 2 0g) $:x^5ry-;i/ (5ml) 
^ IC^«¥L, 7K^^kU5^^7Al>i^5Blife (15mg) (DTK (1 ml) ^?£$:in;t, 1 

s^^iof^as^SLfeo ^%Wi^mmL. ^mzmt=f-it-)\, (imi) , ^k\^x 

^{?»cD$;>t^;i/3j>;i/AT^ K&iD;t, ^MlcT, 4 o ^13^^ L fee 

a?SlcM7K^fk:*^l^:^ (5ml) SriOx., 3rK?^T^>n/jJ> U > (1. 5 m 

T («c) igN Hi/U:;5j^;i/] (^ffi^«g ; i^-ffc^^ : ^ ^ 7 ->n/= 9 9 : 1 

) xmmx.. m.m^^m (o. i sg) 

[0 0 9 9] 

(IIJSMii) 4- (e-iJ^nD:^^^ u>-2->f>n^:^;i/3i>n;i/) -6-i;>' 



4 7 
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—fee ■ 

[0 10 0] 

imMmi2) 4- iQ-^UU±y ^\yy-2->i JU7.}Viis—}\,) -Q-:^ 

V^i/r^ I - [1- (4-hrui^;p) \£^^)Vy-A — f;i/;ji 

mMmz-^rnhnr^it^m (lOmg) lCf&'fl:5^;*-n;i/ CO. Sml) , ri>cv^ 

m^. ^mz^-^mt:f^^i^y dmi) ^mx. *?^t, :^h^iyr^ymk 

m. (3 Omg) fe<kt5h Ua:^;i/T^ :y ( 5 0 1 ) (1ml) 

: >t^y-;i/=9 0:10) T*5^S§L. ^mit^m (2. 4ing) 
[0 10 1] 

(IIJ6M13) 4- (6-i5^Dn:^7t? i^>-2->f ;i/:^;i//^^;i/) -6- ( 
4 Kn^i/tf'^i; ;i/) - i- [i- (4-try$?;i/) 
>-4 ->f;i/>i^;v] fcf'^^^y^- 2 

[0 10 2] 

(IIJfeMi4) >^;»i^;v-4 - iQ-^uu^y 9\/y-2 — f;i/:^ 

;vjj>:^;i/) -i - [i- (4-trus?;i/) tr/>^u$^:y-4 — in/i^^ji'] tr^^ 

-r ^ / 1 - [1- (4-hrui;;v) tr/^u e^^>-4 ->r;i/:ji^>«/] tf^^ 
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h U :7aD-;i/3jN^:7>f > (0. 9 9 g) feJ:yJ7^/l/>r ^ K (O. 56g)® 
#.7K*^^b^5^U> (3 0 ml) T§?^IC, j>K?^TDEAD (4 0 % h ;PJC>g|«i) 

(1. 7 1ml) ^inAifeo 0:$)-^^^, IIMM3T-#e)tvfe^l:-&ife ( 

--0-. -5-o-si--^Mx—^u^x-3-o-^mmw-\^r=.—R^^ — 

^m;mt:^^\yy : ;i^y->n/=9 0:10) x*mmi^. mm^t^^ (o. e 
1 g) ^mr^o 

NMRy^^^ h;i/(CDCl3) 6 ppm:8. 42 (IH, s). 8. 24 
~8. 19 (2H, m), 7. 9 7~7. 87 (6H, m). 7. 83~7. 7 
5 (2H, m) . 7. 6 3 — 7. 5 7 ( 1 H, m) , 6. 6 2 — 6 . 56 (2H 
, m) . 4. 33~4. 20 ( 1 H, m) , 4. 11 ( 1 H, d , J = 17H2 
), 4. 04~3. 9 3 (2H, m), 3. 87 — 3. 68 (4H, m), 3. 
43 (IH, d, J = 17Hz), 2. 96~2. 68 (4H, m), 2. 0 8 
~1. 87 (IH, m), 1. 73~1. 57 (2H, m), 1. 42 — 1. 1 
7 (2H, m) 

— ;i/) -1- [1- (4 - pjv) \f^0Py-4: — tf^^s;> 

JlMlXm^tht:^^^^^ (0. 6 1 g) S:x^f7-;i/ (15ml) {C^Mb. 

^MicTt iTKsitf (5 4 1) ^ia^^uxzommmwvt^, 

9 0 : 1 0) T'Jffigb, (0. 3 6g)S:#;fe„ 

[0 10 3] 

(USSMis) 4- (6-:i^nn:^:7^ru>-2->r;i/x;i/3jN^;i/) -6-^ 
;i/3^u /;>i^>n/- 1 - [1- (4-tryj^vv) tT'^u s?>-4 -'r;i/:;i^;i/] tr 

^ ^ 5^' > - 2 - > © -a- ^ 
<X^1>4- (6 -^r n 2 -^;i/>?.;i//Jn-;i/) -6- (4- 
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IIJ6M3T'#e>nfefl:-^igJ (5 0mg) ^mt:^^\yy (1ml) JC^^b. 
jjN-;uirnUK (20mg) SrHlCijD;^, ^MT'lH^^bfc„ ^JS^?«[JC3>K7K 

5 : 5) XmmV. ^m^t^^ (5 2mg)^#feo 

NMRT.'T^i; h;V(*CDCl3) 6 ppm:8. 34 (IH, s). 8. 2 
5 — 8. 20 (2H, m). 7. 98~7. 92 (3H, m), 7. 83 (2H 
, d, J = 9Hz). 7. 76 (IH, dd, J = 2, 9Hz), 7. 65~7 
. 60 (IH, m), 7. 41 (2H. d, J = 9Hz), 6. 62 — 6. 57 

(2H, m) , 4. 23—4. 05 (4 H, m) . 3. 9 0 — 3. 6 7 (4 H, 
m) , 3. 31 (IH, d, J = 17Hz), 2. 8 0 — 2. 62 (4 H, m) 
. 2. 48 (3H, s), 1. 98 — 1. 84 (IH, m), 1. 76—1. 4 
5 (2H, m) . 1. 36 — 1. 16 (2H, m) 
<X®2>4- (.6-^UU-f-Z7ilUy-2 — ( -6-^;1/7Jn 

V J 1- [1- (4-fcrui^;v) tr^Ui^'>-4 ->f;i/;*5^;i/] tr^^ 

XSl 'e#e)tlfe^b-^% (lOOmg) S:M7Ki>';i^;p3^;VAT^ K (2ml 
) izmmL. l^miJV^2^ (1 OOmg) . ^;V/J>y> (12 8^1) ^mi^M 

- immmm ; m.it:^^\yy : ^^jf 7-;i/=9 5:5) x-mmv. mmit^^ ( 

3 6mg) $:#:t„ 
[0 10 4] 

(IIJ6M1 6) 4 - (6 - ^nn:^r7^ 2 ->r;i/:^;i/3J^— >«/) - 6 - s^' 
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>i^;i/T^ y >i5^>n/- 1 - [1- (4-brus?/i/) \^^Vi^y-4-^;v:^^;v 

mmmi 4:<j:n2>X'm^nr^it^^ oi. smg) i:7i^3j>;i/AT;i/5= 

- t- K ( 4T-9-m gi)-i&4e;^cife-<t;A-^-b->-(--l-m-^^^ 

3. 6 fi 1) jStXJ^±hV^2^hVr±h^i/:^U/\>[ \^ {5 0. 2mg) 

^Uy : ^^y--;i/=9 0 : 10) xmmV> mM'it^^ (11. 6mg) 

fee 

[0 10 5] 

(IIJfeMi7) 6 -r-fe^T^ K:ji^;i/-4 - i 6 - ^uui-y uy - 2 - 
-oi/y^fv^—fv) -1- [1- (4 -tru tr^^u i;>-4 ->r;i/;pt^;i/] 

tT'^ ^ i^' > - 2 - > ® 
[0106] 

iMMMis) 4- (e-^uu-f-^-Si uy- 2--^ )v:^)V:i^—)V) -6-^ 
^>>^;bjj>n;i/r^ K:*^;p- 1 - [1- (4-ifvt;;p) tr^u 4 — f 

[0 10 7] 

(^JSM19) 4- iG-^UU-ry ^Vy- 2->( ]ll7.JVii^Z^}\/) -6- ( 

4 -n Kn^j/tf'^y - i- [i- (4-tfUi;^;v) tf/^ue;>>- 

4 ->r;i/j?^^;i/] tf^^^s^^- 2 
<XS1>4 - (t -:;^^;i/s;:?i^;i/f:/n=^ri') tf^U e;^^®-^'^^ 
4 -fc Kn:3p^tfyv;i; (2. 0 g) (Dn-^m.it:^'f-l^y (20ml>^?R 
m^ymWhtj^i)'^^^')Vy (i. 9mi) , t -^^;i/>:^;i5^;i/S/u;i/h 
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U7;i/:4-D>i^>:^;i/5^-^- h (5. omi) $:«Mtcin^. s^lSlt^bfco R 

— , J^Jt S:->-y-;!j :?t7^-A-^^-13--7-h-^A^^-f- — (1§ m^^-;-ig'fb-;i-^-U/->-:-^- 

^ty-;i/=9 5 : 5) T'Jlf^b, ^S^b-^i^ (3. 8g) 

NMRy^'^^' (* CDC I3 ) 6 p p m : 4 . 13~4. 05 ( 1 H, m 
), 3. 44-'3. 20 (4H, m), 2. 10~1. 96 (2H, m), 1. 
82~1. 70 (2H, m) , 0. 89 (9H, s), 0. 07 (6H, s) 

<Xjg2>6- [4- it -zf^JVi^ii'f'Jl/i/U^ty) tf^^U i^>^^>a/] - 
4- i6-^UUi--7^ lyy- 2-4 A/7.)V:i%—A/) -1- [1- (4-tr'Ji; 

HJfeMl 5<XS1 >T'#&4l^^t:-&% (0. 3 0g) $:M;!Ki^^^;V3^;i/A 

K (2ml) izmmi^. mmijv^j^ (o. e o g) , mmmi 9<xgi 

>T'#e>tifefl:'^i^ (0. 4 7g) ^mizta^. 8 0*CT'2. 5^ra}i^b:t„ 

$ e>tc^^Au 'i^i^ (0. 6 0g) , mmmi 9<j:mi>'vm^tiniit^^ ( 

0. 4 7g) SrMdDb, 8 0iCT'6^^m^b:feo S^S^MK:^7KS:lni;lTS^S: 

M.i/U^h^^y-C - (^m^^ : mit:^^Uy ^^y-;i/= 9 5:5). 33 
J;tJf [W±i/ U i/T (t5^) SSN H i/ V itj^/Wl mmmm ; B^^3:^;p) T'3|f ^ 

mm^t-^m (o. 1 5g) 

NMR>?.^i^ h;V (* CDC I3 ) 6 ppm:8. 36 (IH, s), 8. 2 
3~8. 18 (2H, m) , 7. 98 — 7. 92 (3H, m) . 7. 8 3 — 7 . 
78 (IH, m) , 7. 61 ( 1 H, dd, J = 2, 9Hz), 6. 60~6. 
55 (2H, m), 4. 23~4. 08 (2H, m), 3. 91~3. 64 (4 
H, m) , 3. 31 (1 H, d, J = 17Hz), 3. 2 9 — 3. 2 2 ( 1 H, 
m), 2. 80~2. 55 (7H, m), 2. 42 — 2. 21 (3H, m). 2 
. 02~1. 12 (9H, m) , 0. 89 (9 H, s), 0. 05 (6H, s) 

<x^3>4- (6-i^ao-h7^u>-2->r;i/;^;i/3jN— ;i/) -6- (4- 



5 2 



mUS^^ 11-3002795 



#^ 10—311491 

ii\^u^ty\^^v ^y^'f-jiy) -1- [1- (4-tr'ji?;i/) tr^ue^>-4- 

XM2X'm^tlt=.it^(ii!i (0. 1 5 g) ^T-V^M Kd:7^> (2ml) IC?§ 

fi? b v -7'^-'y-f^~n/r-y=^^'^-ix^-n/yt^)-Y-H^ ^^W. 

) (0. 2 5ml) ^M-ei Hm#L/feo SiiSMMC^TKSrSnj^XiRjS 

^oQ^;!/) T'Sftssb, mmit^m (5 8mg) ^mr^. 

[0108] 

(^JgM2 0) 4- (2 -:^:7^;i/:^;i/j^-;i/) - 6 -t: Fn^t/^^>n/- i 

- [1- (4 -try $^';i/) tf/<u i^>-4 ->r;i/>i^;i/] tf/^^i;>- 2 

[0 10 9] 

(mfeM2i) 6-T-feh^i^:^^-'^-4- ( 2 --^:7^;i/x;v*v-;i/) -i 

- [1- (4 -ifu i;?;i/) tr/<ut?:y-4 — f;i/^^;i/] fcr^^$;>- 2 

iijgM2 0T'#e5tifc'ffc-^ife&MJ|SFi:bm^tctj&vNr"fe^MfcS:^TV>, mm^t 

[Olio] 

(IIJgM22) (R) -4- (6 -^^aa:h:7^5f 2->f>n/x>a/3i%:^;i/) 

- 6 -X 1 - [1- (4-ifU^';i/) tf/^u 4 

<x@i>i- (4-true^;i/) tf/<y i;>-4 -:^j;i/7i;i/"7^fc: K®-^^ 

:t^if y n y K (2. 4 Sml) ®^:?K^'fb:3l^l^> (1 0 Oml) mW. 
$:^^#H^T- 7 8*ClC?^£Pb, ZlZllCi^,7KS^:^^;i'X>n/;jN=^ri/ K (4. 44 
ml) (1 0 Oml) l^^T'MTbfeo ^^V^T', ifc 
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m (EP035938 9) |B«®;&^felC J: ^ ffiS^^Tlfe 1 - (4 -tf U V)V) tT 

i^>-4:->( J]/:^^ J -}V (4. 1 4 g) ®M7KiSfl::5l^>> (5 0ml) 
^^XJ^Myi^i^:^^J\^y^J^^^^iyy^ (5 0 ml) (D^WLiil^mx-mrLt^, -6 

— 5 6-o-'e-e-i-^^Jt##; — -7-8-*e-*-T*-?$-^-bT— h-y-3E^-;i/T-^->-(-i--i— 

^ffiT^S^$:W*bfeo z:3T'#e)ti:tr;i/-xii Kli^^^^^T'feS 
E I M S : 19 0 (M"^ ) 

NMRX^^ h;i/(*CDCl3) 6 ppm:9. 56 (IH, s), 8. 1 
6~7. 99 (2H, m) . 6. 8 2 6 . 69 (2H, m) . 3. 83 — 3. 
71 (2H, m) , 3. 02~2. 90 (2H, m) . 2. 61~2. 45 (1 
H, m) . 1. 90~1. 78 (2H, m) , 1. 52~1. 36 (2H, m) 
CO 1 1 1] 

<X^2> (R) -4- [N- [2- (t -:rh=^S/:^j;i/3jf^;i/T^ y) -1 
- (3Lh^tyiJ}\y7^—)\y) r^J:^'f-/v:\ -1- ( 4 - tT y i^';i/) 

jMiX'm^nt:iit^^<DMyi(i^it:^^\^y (90 mi) ^miz^ iscm (wo 

^ 9 5/1 1 2 2 8) (Z):&MlCj: U-^^L)^ (R) - /S - ( t - >^ h ^ ^'?!7;^JK- 
>>^r ^ 7 ) 7 ( 4 . 0 0 g) , 7j>CV^-eI^^ (2. 11ml 

F (9. 12g) SriUA. ^mT'2H^^^bfco 7KS:*n 
7 3 g) 

NMR>^.^^^ h;i/ (* CDC 1 3 ) 6 ppm:8. 18 (2H, d , J = 8H 
z) , 6. 69 (2H, d, J = 8Hz), 4. 95 — 4. 86 ( 1 H, brs 
), 4. 25 — 4. 15 (2H, m). 4. 06 — 3. 96 (2H, m). 3. 
5 0 — 3. 3 8 (IH, m) , 3. 35 — 3. 18 (2H, m) , 3. 11—2 
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. 98 (2H. m) , 2. 60 ( 1 H. dd, J = 7, 12Hz). 2. 43 — 
2. 34 (IH. m) , 2. 04 (6H. s), 2. 0 3 — 1. 6 6 (3 H, m 
). 1. 44 (9H. s), 1. 30 (3H. t. J = 7Hz). 1. 3 0 — 1 

-.— 1 6-(-2-HT-m-) 

[0112] 

<xg3> (R) -4- [N-:/n^T-fe^;i/-N- [2- (t-:^h^i/:«j 
(4 -ey tf^u i^>3j<^>li^<z)-a-fiK 

X@2T'#e>tXfc^l:'a-i© (5. 4 1 g) ©MTKi^^b^^U'V (1 0 Oml) ^ 

hUx^;i/T^> (3. 0 0 m 1 ) , is>:v>*e. :;^n^r-fe^;i/i' n 
y K (1. 7 7ml) (DMyi^^iti^^iyy (2 omi) mWL^im^. ^micti 

> : ^^y-;i/=9 7:3) T'5|tigb, ^S'fb'&i^ (2. 9 4 g) 
NMR>?.^^ h;i/(*CDCl3) 8 ppm:8. 22 (2H, d, J = 8H 
z) , 6. 7 2 (2H, d, J = 8Hz) , 5. 2 0 — 5. CO (IH, m) . 
4. 2 6—4. 16 (2H,m), 4. 15 — 3. 95 (3H, m), 3. 89 
— 3. 73 (3H, m), 3. 55 — 3. 2 3 (3 H, m), 3. 18 — 2. 9 
4 (2H, m), 2. 20—1. 92 (3H, m), 2. 04 (6H, s). 1 
. 44 (9H, s) , 1. 3 3 — 1. 2 0 (5 H, m) 
[0 113] 

<x@4> (R) -4- {6-^uui-y^uy-2 — f ;i/x;i/iix~;i/) -6 
-jLh^iyijj]y^—JV- 1 - Ci- i4-\fVVny) tf/^u ^>-4 --r;i/^5^ 

XS3-e#e>tlfcffc-&ife (2. 9 0 g) <D^6g7K^^>'-;i/ (3 0ml) ^Wl^ 
1 0%lg^fc7K^;)l^y-;i/ (3 0ml) S:?gTb:'^o ^MlCT3 0 4^^ 
mWVtc^o Rf^WLtimmL. a^S^r^.^S^^^/^Ji^^l'AT^ K O Oml) IC^ 
zK?^T, hUx^;i/T^> (6. 0ml) S:?gTLfcu SlS?£S:^MlCT 
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, IBmWV. j>K?^T h U:n^;i/T^ > (3. 0ml) ®^>!Ktafl:;i 5^ W> (1 
0 ml) ^WL. ^V^T. 6-i7nU-f-y^ Uy - 2-^ /l^A/^—A/^ UV K ( 
1. 1 3 g) ®M>!KJ^fl:^5^l^> (10ml) ^?g$:?gTL/, ^^JCT. 1 HJt 

^y-;i/=9 0:10) vnmv. mmit^m (o, 9 2 g) $:#feo ^fe. r 

CD-m-^ifeKJD^fe^^gS?:. HPLC [CH I RALPAK™AD (^TW^-feMb^X 

^ (13?) SS. : >f y:;^nAV-;i/ : ^x^;i/r^>= 6 : 4 : 0. 0 4 

) -eM^t, 9 8. 3%e. e. "t: Zl SrSi^bfe. 
HRMS : CggHgiC 1 O5 S (M+ ) : ff^^it 5 7 0. 1 7 0 3 
5 7 0. 1 6 6 4 
[0 114] 

(IIJgM2 3) (S) -4- (6 -i7DD-^:7^ ^>-2 — f ;i/>^.;i/3ix— ;i/) 
- 6-xh^i/;ij;i/3K:^>n/- 1 - [1- (4-tfyt^;i/) tr^y i^'>-4 ->f;i/ 

(S) -/3- (t -"/h^i/:i7-n/7K-;i/T^ >^) r^->x^;i/x::^5^;i/S:M 

MM?:, HPLC CCH I RAL P AK™AD (^f >r -feMb^X^ (**) Sg, 
:2|r-9-> : ^V^nAy : i^ai^/I/T^ 6 : 4 : 0. 0 4 ) -eiBI^ 9 
7. 7%e. e. tf^S Zl t ^rflt^bifec 
[0 115] 

HJgM 2 4 4 6 tt, ^n^tlUJfeM 1 ^mmrn 23(Z);l^>7.;i/J)>> 

f^^tf?|J&lli6M^b-&^g»© NM R5^- ^ $: 0 3 ~ 5 lC:5^'ro 

2^^W©l|j66M^b-^^l-2 3 *T*®^5tS:01 ^«fctJf02JCa^L/:/S:o 

iijgMfb-^^2 4-4 6*T*©«ijt (iS) ttm^*rs„ 

[0 116] 
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mmmiihxmmx*:^^. ±mmmin^x. iigjfin^, mmm. mm^. -m^m 

^ifii^f^-(^HW^-)-^©^ifiittMlf^^^^ 

fsifii^i^. mmmi^m (dio , AJijkm<Dm^> AJ^^mm^<Diki^mm^ 

[0 2] :^^mmmmit^%l 3 — 2 3©#jg^§:^*)b3t=b(Z)-^^'5o 
[0 3 ] :4i:^rei|J6Mfb-&«©®NMR(Z)5=-^ S:^i-„ 

[04] :^mmmmm^^m(DNMR<D7'--$t^^'to 

[0 5] 2fc^^||J6Wb-^ife®NMR®5^-^S:a^-to 



5 7 
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mm^^ mm 
[@i] 




CI 



CQiH 




CI 





CI 





(BH3QAC 





> o 




CI 



H OH 




SIffifl 1 O 




1 1 



0=0 




1 



ffiiE#¥l 1 
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[@2] 

II 3 9 



O^S^O^s <>0=vfO^ 







H^H 








H 0/=V 
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[@3] 





NMR (ppoO 
( *-• SOOIBfe. JRHJ : 27011Hz) 


1 


C0CI3:8.34 (1H. s). 8.25-6.18 C2H. bO. 7.98-7.90 (3H. 
nO. 7.77 (1H. dd. J=2. 9H2). 7.64-7.58 (1H. m). 6.64- 
6.57 (2H. flO. 4.38-4.04 (5H. nO. 3.96-3.75 (3H. m>. 
3.46 (1H, d, J=17Hz). 3.07-2.96 (1H. nO. 2.88-2.68 (2H. 
nd. 2.66-2,55 <1H. ra). 

1.93-1.75 (1H, nO. 1.73-1.55 C2H. nO. 132 (3H. t. 
J=:7H2). 1.32-1.14 (2H. nO 


2 


CD30D*:8.47 (1H. s). 8.16-7.99 (5H. m). 7.90-7.83 (1H. 
nO. 7.64 (1H. dd. J=2. 9Hz). 7.02 <2H. d. ,t=eHz>. 4.18- 
3.91 (5H. nO. 3.81 (1H. dd. J=8. 14Hz). 3.58 (1H. d, 
J=16Hz). 3.30-3.20 (1H. ra). 3.12-2.93 C2H. m). 2.72 
(1H. dd. J=7. 14Hz). 2.08-1.92 (1H. oO. 

1.82-1.71 (1H. oO. 1.62-1.52 (1H. nO. 1.31-1.04 (2H. nO 


3 


CPCI3:8.36 (1H. s). 8.21 (2H, d. J=7Hz). 8.00-7.90 (3a 
m). 7.84-7.76 (1H. bO. 7.62 (1H. dd. J=2. 9Hz). 6.58 
(2H. d, J=7Hz). 4.28-4.12 (2H. nO. 3.95-3.72 (5H, m>. 
3.48-3.35 (2H. m). 2.84-2.63 (4H. n). 2.05-1. 46 (3H. 
nO. 1.34-1.13 (2H. m) 


4 


CDCI3«:8.36 (1H. s). 8.26-8.19 (2H. nO, 7.98-7.92 (3H. 
m). 7.80 (1H, dd. J=2. 9Hz). 7.61 (1H. dd. J=2. 9Hz). 
6.62-6.55 (2H. m). 4.17 (IH, d. J=17Hz). 4.05 (1H. d. 
J=12Hz). 3.94-3.70 (3H. oO. 3.70-3.43 (3H. m). 3.38 
(3H. s). 3.38 (IH. d. J=17Hz). 

2.88—2.66 (4H. nVi 2. 08-l.Su un. nu. i. /i— i.o^ vxn. 
nO. 1.38-1.07 (2H. nO 


5 


CDGI3:8.37 (IH. s). 8.23-8.19 (2H. ra). 7.98-7.93 (3H. 
nO. 7.80 (IH, dd. J=2, 9Hz). 7.62 (IH. dd. J=2. 9Hz). 
6.60-6.56 (2H. m). 4.40-4.33 (IH. m). 4.25-4.11 (2H. 
m). 4.04 (IH. d. J=12Hz). 3.95-3.74 (3H. m). 3.61-3.50 
(IH. m). 3.38 (IH. d. J=17Hz). 

2.88-2.67 (4H. ra). 2.10 (3H. s). 2.03-1.86 (IH. ra). 
1.70-1.55 (2H. ra). 1.38-1.16 (2H. nO 



3 
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NMR (ppoO 
( ♦ : 30(HIHz. jfcffl : 270IWz) 



6 



CDCI3*:8.27-8.19 (2H. in). 7.47 (1H. d, J=15Hz). 7.47- 
7.38 (4H. ra). 6.67-6.60 (2H. nO. 6.59 (1H. d. J=15Hz). 
4.28-4.07 (5H, m). 4.00-3.82 (3H. od. 3.73 (1H. d. 
J=17Hz). 3.32 (1H. dd. J=4. 13Hz). 2.89-2.75 (2H. m). 
2.67 (1H, dd, J=8. 14Hz). 

2.00-1.63 (3H. m). 1.40-1.20 C2H. m). 1.30 (3H. t. 
J=7Hz) ' 



14 



CD30D*:8.08-«.02 (2H. nO. 7.69-7.63 (1H. nO. 7.52-7.37 
(4H. ra). 7.17-7.00 (3H. m). 4.29-4.10 (2H. m>. 4.09- 
3.75 (4H. m). 3.62-3.02 (4H, nO. 2.90-2.73 (1H. m). 
2. 21-2.05 (1H. ad. 1.95-1.73 C2H. nO. 1.43-1.12 (2H. oO 



CDCI3*:8.36 (1H. d. J=1Hz). 8.22-8.19 (2H, m> , 7.97- 
7.94 (3H. nO. 7.82-7.78 <1H. m). 7.61 (1H. dd. J=2. 
9Hz). 6.59-6.57 (2H. m). 4.25-4.16 (2H. nO. 3.89-3.76 
(3H. m). 3.36 (IH. d. J=17Hz), 3.30-3.22 (1H. m). 3.07 
(1H. dd. J=10. 13Hz). 

2.96 (IH. dd. J=4. 13Hz). 2.79-2.68 (3H. nO. 2.63 <1H. 
dd. J=8. 14Hz). 2.05-1.87 (IH. m). 1.73-1.57 (2H. m). 
1.35-1.14 (2H. m> ■ 



15 



CDCI34c:8.36 (IH. d. J=2Hz). 8.21 (2H. dd. J=2. 5Hz). 
7.97-7.93 (3H. m). 7.81 (IH. dd. J=2. 9Hz). 7.64-7.60 
(IH. nO. 6.58 (2H. dd, J=2. 5Hz). 4.26 (IH. d. J=10Hz). 
4.21 (IH. d. J=15Hz). 3.94-3.64 (7H. m). 3.35-3.24 (2H. 
■0. 2.91-2.52 (9H. m). 

2.4ft-2.36 (IH. m). 2.12-1.87 (IH. m). 1.68-1.57 (2a 
nO. 1.37-1.14 (2H. nO ' 



A 
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NMR (ppnO 
( * : 300IMZ. iH^m : 27011Hz) 




16 


CDCI3*:8.36 (1H, s). 8.21 (2H, d. J=6Hz). 7.9fr-7.93 
(3H. bO. 7.81 (1H. dd, J=2. 9Hz). 7.63-7.59 (1H. m). 
6.58 (2H. d. J=6Hz). 4.23-4.18 (2H. aO. 3.89-3.76 (3H, 
m). 3.29 (1H. d. J=17H2). 3.30-3.21 (1H, nO. 2.87-2.55 
(5H. m). 

2.38-2.24 (1H. m). 2.31 (6H. s). 2.04-1.87 (1H. m). 
1.72-1.57 C2a in). 1.34-1.16 (2H. nO 


19 


GDCI3«:8.36 (1H. s). 8.25-8.18 (2H. m). 7.99-7.92 (3H. 
ra). 7.86-7.78 (1H. m). 7.66-7.58 (1H. n). 6. 62-6.56 
(2H. nd. 4.25-4.08 (2H. nO. 3.93-3.62 (4H, nO. 3.36- 
3.22 (2H. nO. 2.90-2.54 (7H. nO. 
2.44-2.20 (3H. m). 2.10-1.10 (9H. nO 


22 


CDCI3:8.34 (IH. s). 8.25-8.18 (2H. m). 7.98-7.90 (3H. 
nO. 7.77 (IH. dd, J=2. 9Hz). 7.64-7.58 (IK m). 6.64- 
6.57 (2H. m). 4.38-4.04 (5H, nO. 3.96-3.75 (3H. m) . 
3.46 (IH, d. J=17Hz), 3.07-2.96 (IH, nu. 2.88-2.68 UH. 
nO. 2.66-2.55 (IH, m). 

1.93-1.75 (IH. nO. 1.73-1.55 (2H. m). 1.32 (3H. t. 
J=7Hz). 1.32-1.14 (2H. nO 


23 


GDCI3:8.34 (IH. s). 8.25-8.18 (2H, m). 7.98-7.90 (3H. 
nO, 7.77 (IH, dd, J=2, 9Hz), 7.64-7.58 (IH, nO. 6.64- 
6.57 (2H, m), 4.38-4.04 (5H, m). 3.96-3.75 (3H. ra). 
3.46 (IH, d. J=17Hz). 3.07-2.96 (IH. nd, 2.88-2.68 (2H. 
n). 2.66-2.55 (IH, ra). 

1.93-1.75 (IH, iiO, 1.73-1.55 (2H. n). 1.32 (3H, t, 
J=7Hz). 1.32-1.14 (2H. nO 
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trV X T-fe y >-S^:^J*mM@f^M ^ra^-TM Pi^#-B^^ 

Ut 1 ] 
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